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)v$mfc (vi) tm$>tiz>. z<?)i%&<Q&umMt t 

^y-y. 7nnWA, 7-febX N, N-i^^tf 

y, l, 8-y'Tiftv^n [5. 4. o. ] ^y-r^ 
-7-xy (dbu)|, mtfSt 
lMc«7 h y ^ a . y ^ a . #a§7 b y ^ a^#* 



iil-4 8B#^t"S)So 

[ 0 0 9 6 ] ->^T\ V- h VMmfoW (VI) 

*tit><7)m®mt#* y\mikT)V s -^a y -^ats 

jrf S *\ * 3tfi:xf-^T;P3-;l^^ fvt/7/l/3 

£ £ fc tc i 0 s^7 S y&#ft ( V I' ) 

[0097] § fet<y>>';P7S VKHfls (VI' ) fle 
SrT-COC l^T-COOH (TJiffittSSUsilO 
T£>&. ) fcfflwc, «j£tJ:0 7SH^»ft (VI 
I) fcU Tb7tKo75yfe^^i±yWy« 
7K«^ T 7«+b l J T 7AtJ£7-/-f^^*x-^ 

iiftTSTc-r s - 1 t i o 7 s y^sft (iv) 

*ll>. ift^^J&ti. flRRfcfH. C. Brown a 
nd P. Heim, bCWJournal of 
Organic Chemistry, 38, 912 

(1973) izmm^m^i^^w ttz. 75 y 

mm* ( I V) Ei. fh7hKn75y&S^ay^ 

^y*§$4> , *«ft* vm-r 1- y a t mtcwtt^ 

Umino^CUTetrahedron. Lett 
e r , 763 (1976) (c!e8«77i£«U(£ J: W 

ttz. ktfi<7tfte<7)T$ysmfa (iv) imrcou 

mzi^xi>mm.x$z>« 

<mmo 

[0098] 
[ft 5 3 
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(V) 



(vr) 



(IV) 



(VII) 



\ (IV") 



[0 0 9 9] (St*. Rj ' , R 2 ' lt*tl?tm&L 
T*«lf^ Cj ~C 3 <nT)V*)V&. ttziiC 1 ~C 
3 ^)7/WJf^iSliti>, Ri ' fcR, ' 
-jt-O- (CH 2 ) n -O - ( ntel— 3f)S3ft£* 

K&HU R 4 te±iE-«bS ( I ) fctnvCjgfcLfcji 

OTftS. ) 

[0100] V*i7x^;l^l^*&li. ^ 
■a-s i k fc i 0 , <yy'- f- u ;H$£* ( v r ) 



& 0 iJt. ££fcLTJi^ORI^L&^3r«75y. 
y?D [5. 4. 0. ] (DBU) 

k# u ?a , sag-?- h u *?j>&&wTt>tih . mm. 
(± i o-as>t>mm&. wmm± 1-20 iBria-c* 
s. otre, ^yy^bu;tfpi«c«c (vi ■ ) sis 

(VI") t L ( R 4 , acfcT 

5 HtRJ6£fT^75 KtPI* (VII' ) fc U 3 & 

^M7cRj£Srff a ; k t i o^y 5 >tmfc ( v 
r" ) tf'&Oitit, k^'ico^iorsyfi 
»ft (iv) {i&Ttf^fcJ: -5 T fcSHTTS I . 

:.MitaD> 
[0101] 
[€6] 




(VIII) (IX) (X) (IV) 



[0 10 2] (St*. Rj . R 2 {i^il-ffUHliLT* 
SH^. Cj ~C 8 «T/^^yI, Het - (C 
H 2 ) . "(Het, mJifffESgfttRt) , tfzliC 

7 ~C 9 OT^^^^^S^IS^R! tR 2 

»fc4ot-0- (CH 2 ) „ -O- (nlil~3^« 



) £SILT£>i:<. R 3 (i«Hi^l~4 

jje-a&s ( 1 ) £&\,^%mLtiM t )Tb&. ) 

[0103] ^^jVTlVa-Jl, XJ-)VT)V3—]V^ A 
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-etL^^F^i^cf, yntWXT/l/ft HIS** 

(VIII) CR 4 — N H 2 (R 4 (i±ia-m^ ( I ) 

mm&?>mTT 1-2 a a s 

;l/T5 >iSz»#; ( X) RjESJgfi- 1 0°C 

o . sjEnssfi 1-10 mm?$>z>„ o 

Young S. Lo, *>C±SJournal 
of Medicinal Chemistry, 1 



992, vol. 3 5, No. 26, 4790-479 

(X) £M*M^£l~4ffi£*^S*£]I^&5~6i9 
SW^tltKJES^TTSyf^* (IV) 

(iv) mxfmm^i^xmmx'th. 
<mmm > 

[0 104] 
[ft 7] 



J<V N02 



NH 2 



(XI) 



(XII) 



(IV) 



[0 10 5] Ri , R 2 {i-etl-etUBlitT* 

fetiCj ~c 3 ^T/i^^s&ii-tK Ri ^r 2 * { 

-*lfc=5:-3"C-0- (CH 2 ) „ -O- (nttl~3C0 
Sft£inf\ ) fc^UtfcJ:^. R 3 ti-hBHfcsS 
( I ) £ijVvC£«LfcHe t- (CH 2 ) . -X- 
(He t(±gJS^5-6^)S*SS»^L, mfiO 

) . c 7 ~~c 9 eoT^/i^M-*^ S^iilMl 
^iSc5-6^*ifg|»£IH\ 
[0106] JS£#ftT, 7 n a - b viy-eyffllfo 
(XI ) klM^teiU'He t- (CH 2 ).- 
XH(Het,m, XJiJJEHRsS ( I ) tiJWCJgii 
tfcilOf&S. ) fc^RtG^Sifcti^ -ho 
^y-ifyf^i* (XII) tm^tih. zcn^cnKm 

=3rv ^R&xy-fe'y, Wbxy, fh5ti'a77 
>s y'^+f-y, ?nn*u, r-thy, N, N-^* 



tU^'V, 1, 8-y'71ft'y?n [5. 4 . 0 . ] *7 
>T?-7-x.y (dbu)I, ffl 

£tr USB***- hj smti y h; ? 

A^lW^i. SJKB«l±2 0°CA^M»*. £ 
JEnSIBRi 1-4 8 VISITS) £ . 
[0107] mz- h v<y*£yffllffi ( x I I ) £7 

jtmmmv- v p^MtcHt d z 1 t i o r- y y 
ftWfr (iv) ±ia«T-yyin*#: ( i 

I ) {4JaT«*ffit ± o-rMfiT^ £ . 
<t*ii}£F> 
[0 108] 
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OH 

(XIV) 



R 6 R 5 



0-(CH 2 )l- M 

(XV) 



O-fCH^l-N^N-Y 
\ f 

(XVI) 

Rs 



[0 10 9] (5$*, R 6 . R 6 , R v , l&it/Y 

(i. ±iE-ffi5t ( i ) itzm^Mmuzm^x-fo*-) , m 

^hD7x/-;«(XIV) tBr (CHj ) 1 
CI, Br (CH 2 ) j Br, CI (CH 2 ) x CI 

&tg«#£TtKJ££tf, - h p<y-b>i^* ( x 
v) zntotit* zcomscoKfammt lxi±. mz 

-e'y, WLxy, fb7tHa77>', i^^Mf >\ 
F, ^ ^/kx;i^df 1M F\ N-^f/^n'jFyf 
ursy. witf buxf-^rsy, try^y, i, 8 

-vTiFb'S^O [5. 4. 0. ] -)>f?-7-iy 
(DBU)f, &£M(4IS«£S, Mxtf»J<«+h 

y ^ , mis* y ^ a , stii^ h y ? At£#w&*i 

£IE&£(i2 0°C*^»»*. RE«il-2 

0 B#ia-e& § . n t i a srsjE&fFrct'* 
y^ymmfotcDKi&zfr-ox^m (xvn t u 

aan cr ?T :u \ r iv a -)v- mm® - mmz xm 
jcm^miD- b vmcowjtit'ft o ; 1 1 i y r- u y 

IPS* (ID ##&*ll>. 
[0 1 1 0] dil&O^fKJi, Te i j i Kimur 
a. Yasutake Takase t?l/ZXZ> Jour 
nal of Medicimal C h e m i s t r 
y, 1 9 9 3, vol. 11, No. 36, 1630- 

1 64 0fe±y'Te ij iKimura, Nobuhi 
sa WatanabetfcliJournalof 
Medicinal Chemistry, 1993, 
vol. 35, No. 26, 1641-16 5 3fcE» 

[0111] +7 r vi/ 1 ' L ,-ri:i, fe±.^tfiffl:^:i 



(II) 

vy^axif/ttzmmMtLx. ttrfn-Ag 

T Pit^fiS EiSMiJh LTfaWI. i b I . 

^j^^^ffioE^M^^MS ixmn&^ix 
t&^u mwl mm, wmm^m (&m) , m 
mum. mmmi mm. mm^ 
amwemmmm^wmLximumz^Lx t j: 

[0 112] S^Sffl^M^^^ffl^t^^MffMiJ 

MxH', AH, yat, T>Ty, 

^x^xw. c\h^mmii^im^MM<?Mtj\ n 
mm. mnmmm. iwm, it»m, 5t#m, # 
&m. m?mmii;A,x^xhx^\ mimmzwmL 
t, -fe^^y^j; ttwuztio tmmmr^jv^iz 
^t^txh^\ #gpg#-«»ffl, HP-^aiffiij^s 
mzm^htimmttzimmmt lxi±. mn&K 

7u\?vyyVzi—}V^ ^ 0| Jxf-py^"ijn-;i/, <y 
y'HYil , jj-p-f yixxf;K U>-/->^>'^ 

mmtxh xvk §^>tigp, gm, #gp^L<(4ii 
^ffl#cir t * tffl v ^ h z t i> x- # h . m 
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[0113] feWfflS(±, ^MznLxun^t^m 

*WmitStymS.t LT-jRttt 1 Hfi i ~ 1 o 
OOmgtAl if* t<iil 0-60 0mgt*5 

*^t^Bj& i mzi tfdm^mmiza^x 

1 Bt2-30t^(tT^LTiH^L. l-fcBO 

tTlBMO. lmg-500mgtftl if4 L<te 
0. 5mg-l 0 OmgtfcS. 
[0 114] 

[HiSM] &t, *%mzmmiz£r) mmmz i m 
-thtfi, ^wmmm\^ti^emmmiz£*)n^mm 

##m (Sj§^b) 

N-A.Tf-zP- C4- (4-^/1—1 -h°^5^» 

4-700^y^MI^5 g (4 1 . 3mmo 1 ) iZ 
l-^^V^y'JyS. 38s (53. 74mmo 
1 ) . B3Stf>VVJ*8. 6g(62.2mmol), 

N, N-^f-;l/*;^A75 K3 Om 1 fcJnA, MUM 

m6vmmLt:. mmimmz-mt, **5o 

m l JniffifflLfcteftSmU *&f*6 0*ct1SJffiS6 
«6U 4- (4-^f-^-i-e^^) o-y^h 

U/P6. 9 4g&*§fc. 

1 H NMR (CDC1 3 ) : 5 = 2. 35 (s, 3 
H) , 2. 54 ( t, 4H) , 3. 34 (t. 4H/ 
6. 86 (d, 2H) , 7. 49 (d, 2H) 

[0115] Xf-/PX— r/P 1 0 0 m HC. *JtT, * 
M7^S-^Ayf7Al. Og (2 6. 4mmo 

1 ) £: ini., a^T4- (4-W-l-t^y 
A-) ^yV-hy;P3. 34g (16. 6mmo 1 ) CO 
THF ( 5 Om 1 ) JgiflteSSTU «T»7«E?&£ 

jd»s^ti 5ntr H wffL^ 0 soss^wtu in* 

^C-300 : 1 OOg, ■ J-)V/?UU 

( 1/1 o~i/5) ) trewsu 4- (4- 

^f-;p-l-t^5> f /l') 71-/^^75^1. 4 
9 g£f#£. 1 H NMR ( CDC 1 3 ) : 8 = 2. 0 
5 ( s, 2H) , 2. 3 5 ( s, 3H) ,2.57 

(t, 4H) , 3. 1 9 (t, 4H) , 3. 78 (s, 
2H) .6.90 (d, 2H) ,7.22 ( d , 2H) 

[0 1 1 6] 4 - (4-^^il-l-h"^yzy}V) 7i 
^WTSyO. 5 33 g (2. 6mmo 1 ) fc36 
Om 1 fcit/bUx^TSyO. 6m 1 



(4. 3mmo 1 ) &JD^, *^T^V U ? O 5 H 
0. 3 5ml (2. 9 5mmol)«^fl/y3m 
1 #f8E£8STUfc. *5$T 1 ■ 5 fflSJaff«* 5 0ml 

^hU^ATft«aiMSE*iBf*U, N-4- (4-^f- 
/P-l-t^^) 7x-;Wf;K^S1^0. 7 

1 7g*ftfc. 

1 H NMR(CDC1 3 ) : 5 = 0. 91 (t, 3 
H), 1. 3 5 (m. 2H), 1. 62(m, 2H), 
2. 18(t, 2 H ) „ 2. 35 (s, 3H), 2. 5 
7 (t, 4H) , 3. 20 (t, 4H) ,4.34 

(d, 2H) , 5. 59 (bs, 1H) , 6. 90 

(m, 2H) , 7. 1 9 (m, 2H) 

[0 117] *»fb}^«-^HJ^AO. 9 9g (2 
6. 2mmo 1 ) (Cf-b5bHn75y2 0ml*jD 

-l-h°^5^» 7i-;Wf/K>^S HO. 71 
7g(2. 48mmol) ,181. 42ml (24. 
8mmo 1 ) , Tb7t Fn75/'6m 1 ^JM£KJ>-3 
<08tTbfc. aT*ITf^6 0 o CT'-2Btr B Wb, 
mjm&X&L* 1 NigK£ 2 5ml Jni^„ § fefc 

ii^K7 m i ^jnt , mmz 6 O-CT 1 . 5 

JR£ l Nno*»fl;-?- t- y ">At7** 'J ttfc L, Wl/x 

L, ^«£ffi£LN-^y^-4- 

-tX7yil/) 7x-/Mf/l'7SyO. 64 2g£# 

[0118]' H NMR (CDC1 3 ) : 5 = 0. 8 
8(t,3H),1.29(m, 4H),1.50 

(m, 2H) , 2. 35 (s, 3H) , 2. 57 (m, 
6H) , 3. 1 9 (t, 4H) , 3. 70 ( s, 2 
H) , 6. 89 (d, 2H) , 7. 20 (d, 2H) 

mmnijmTmz^-tTsymmfa ( i v ) z&mi 

4- (4-*+)V-\ ~^U'J)V) y*->lXi~)lT 

4 ;PsJ? 77i f-/PT S y 

4 - A 5 r V U 7 1 -f ^ T 5 V 

4- {4- (2-eU^» - l-^y'Jll] 7x- 

;Wf;P7Sy 

[0119] ##W2 mm.mc ) 
4- (2-tru^*;^f-;^=3f^) 7x-/Mf;i/7S 

4-bKn^>"<.yy-hU^8. 95g(75. lm 
mo 1 ) tHfflfc*U^A2 6g ( 188mmo 1 ) , Jg 
^2-^nn^f-;l-h°iJ/yi 3 . 6g(8 2. 9mm 
o 1 ) , N, N, -/XfvWvl-ATS HI 0 0m 1 £ 
Jtlx , 10 0 °CT" 5 1$ ISSiff Lfc o SJEiSt* 3 0 0m 
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7i<mwi- b y ^^x-rnxLtdmrnffiZLtz, mm 

is-Vt/ Y)V7 nv b ?y yj - (vn-trtUC - 3 0 

0 : 2 o o g , mtm ■■ wm^i-)i/^*r> (1/3 

-1/2) ) IrcffSSU 4- (2-e'Jy;Wf;W 

Kyy- MIM4. 4 g 0 
[0120] Xf-zt-x—r^ lOOmlt, 2fc#Tu 7k 
SftT/l'S^A'Jf^l. Og (26. 4mmo 

1 ) Srfe, S^T4- (2-h°y/;i/^^^i/) 

^yy'-F . 48g (16. 6mmol) COTH 

F (10 0ml) JgiSfcjgTU ST**7fJM«£Jn 

C-300: 100 g, Mfif : ^fy-V^PD* 
;yA ( 1/1 0-1/5) ) trCStSU 4- (2-bf 
y / ) 7i-/^ j-)VT 5 >' 2 . 1 g £ 

ftfc. 

1 H NMR (CDCI3 ) : 8 = 2. 61 (s, 2 
H) , 3. 84 ( s2H) , 5. 14 (s, 2H) , 
6. 9 3 (m, 2H) , 7. 2 5 (m, 3H) , 7. 5 
1 (d, 1H) , 7. 69 (t, 1H) , 8. 57 
(m, 1H) 

[oi 21] mm3 (wmmD) 

N-^Vf-zV- ( 5— f i^/'J;H2-^ t^y7i 

5 - /nt - 2 - ^ f^yOXT/L'f 1 1' 3 0 . Og 
( 0 . 1 4 m o 1 ) txf/l-T/W-^ 15 0m/ n 
-^yWSyi2. 7g (0. 14 6mo 1 ) £JP 

mi&T2mmnmuz, Kmm.^ s-az^mi. * 

SMbt^*/ b U 7 . 9 g ( 0 . 2 0 9 m o 1 ) * 
TM, S£t'-8B$rHljitf KtE?«(C*5 Omlfei 
6 NJSf|7j<i^«&JP^}aSiJ^7j<»^^»^ h y r>A 
L, 2 5 %7j<lS{t/ h 'J ^ATf^jffiSjDtTA * 

LX'mmn-^y^i- ( 5 -rot- 2-* 
7i-W/;fji/rsy3 8. og^ft. 

1 H NMR (CDCI3 ) : 5- = 0. 8 9 (t, 3 
H), 1. 30fm,4H), 1.48(t,2H), 
1. 61 (bs, 1H) , 2. 58 (t. 2H) „ 3. 
7 3 ( s, 2H) , 3. 8 1 ( s, 3H) , 6. 7 2 
(d, 1H) , 7. 29-7. 37 (m, 2H) 
[0 12 2] N-^Tf-/l- ( 5-7"n^-2-^bJr 
y7i-/H ^f-/kTSy3 8. 0g (0. 133mo 
1 ) fc>f 5 /V"-Zk 11. 8 g ( 0 . 1 7 3 m o 1 ) , 
KI^'J^A (0. 14 7mo 1 ) , S^lffll . 4 
g (0 . 0 1 4mo 1 ) , N-^^h°oy F>2 7 0 



m 1 & Mx. , 1 7 8- 1 8 2 °CT 7 H^Mtftff £ff o 
fc. KJ^£tf«, Slxf^2 0 0ml &Jn**JS 

ttaju i o%Ty^^r7j<. gg^TftsiAJS*-cgt^ 
l , *h<«ih- h i> *M.mmwmzmite. mm 

£ is VijYiv? nv hfyyj-i - 3 o 

0 : 3 6 0 g , Jgf£?8 : y< ^ 7-Zl//*@ix-^ ( 1 / 
10-1/3) ) tTftSL. ift«N-^yf;k- 
( 5 - >f s y » - 2 - 7 h * y 7 x -;t/ ) y> f-A-r 

S>21. 3 g£#fc. 

[0123]' H NMR (CDC 1 3 ) : 8 = 0. 9 

0 (/ 3H) ,1.32 (m, 4H) ,1.53 
(rru 2H). 1. 77(bs, 1H/2.63 
(t, 2H) , 3. 82 (s, 2H) , 3. 89 (s, 

3H) , 6. 92 (d, 1H) , 7. 18-7. 33 
(t. 4H) , 7. 77 (s, 1H) 

[oi 24] mm4 (wmm) 

A - {A- (2-t°y/;P) -l-t°^5Z// 7-y 

A-7UU~YuKy*£y3. 0g (21. 3mmo 

1 ) fcl- (2-h°y/;y) ^^7^/3. 8g (2 
3. 3mmol), KS*U , 7A4. 4 g„ N, N-/ 
^f-;l/*;yATS h*3 0m 1 SrjDi, SD^SijiET 8 ^ 

nitfLfc. saa-cftspu **Mz-xmftitzm&* 
\mt. 6 or-c-«m«tT4 - { 4 - ( 2 - t°y / 
;P) -i-t°^7^} ^bn<y-t>5. 8 3g£# 

tz, 

1 H NMR(CDC1 3 ) : 8 = 3. 5 9 (rru 4 
H) . 3. 7 6 (m, 4H), 6. 69 (m. 2H), 
6. 86 (m, 2H) .7. 53 (m, 1H) , 8. 1 

4 (rru 2H) .8.22 (nu 1H) 
[0 125] 4- {4- (2-h D y^) 

Z/i ! - h n^.y-tf y 5 . 8 3 g tx^T/l-^-^ 1 

5 o°cT«tt7K«^sa& i 2to/^. mmimmt 
mmm^L. a - \a- (2-h°y^» 

5/^! r-U>5. lg^l/y 
i H NMR(CDC1 3 ) : 8 = 3. 1 6 (rru 4 
H). 3. 44 (bs, 2H) , 3. 68 (m, 4 
H) . 6. 6 1-6. 7 1 (rru 4H) ,6.85 
(m, 2H), 7. 49 (m, 1H), 8. 21 (m, 
1H) 

[0126] mm^um-c-mz^Tiymmi^ ( i 

v) 

4- (4-7x-;p- i->f s^'/y/p) r-yy 

4- (A-jif-lP-l-h'^yyjl/) T-Vy 

a - ( 5 - x.*)v- a - y i —a, - 1 - a $ yy y ;k > 
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4- {4- {Z-WJlV^f-lV-l-V^i/lV) } 
T~V> 

4- (4-^^-i--<s^vu;k) 7xyy 
4- (2-^^-1-4 s^y'y/k) 7-'jy 
4 - ( 2 -x^- 1 ->f $ wvjv) r-u v 
4 - ( 5 - 1 K o * y/P- 4 - ^ 1 - 4 S ? V" U 

4- (5-'<.y i JA<1t*i/*+A'-4-**)V-l-4 

4 - { 4 - (i -tp kao - 1 -A s ?v y/W 7- 

yy 

4- ( l— < s^yu;p) 

4 - {4 - (l-7nW -l-t^/KT-'J 

y 

4- {4- (2-7nt/H -l-f^vVM T-y 

y 

4 - ( i — >f s rvy/io - 2 -^f-^r-u y 
2- {4- (i-7"-f^) -i-ty^yyn r-yy 

4 - {4 - (1— ^yf7k) -l-t^5^/H T-U 

y 

4- ( 1-4 srvy/i') r-yy 

4- {4- (i-7'f-/i/ -l-e^^vn r-yy 

[0 1 2 7] ##PJ5 fitSF) 
2- [3- {4- (2-^h^fy7x^) 

2--bn-m-^PV"-;t/l 0. 0g (65. 3mm 

0 1 ) <7)N, N-^f-;^;l^A7S F (40ml ) ?§ 
iSt, 'J >7A 1 3 . 5 g ( 9 7 . 7 mm o 1 ) 

J;y'l-ynt-3-^nn7nA-yi5. 4g (9 

7. 8mmo 1 ) 4 O'CTSmmmif Lfc. K 

Mm-t b y vj*-v&mmmz%g£it:. m& & y y 

*^P7h^77^- (73-J-7K-3 0 0 : 1 

5 0 g , Mlffi : Sffixf-zk/^f-y-y (1/20-1 
/10) ) tTttSL, 2- (3-;nn7n«y) 
-6-^f;i/-hn^y-tfyi4. 5 7gJ#fc„ 

1 H NMR (CDC1 3 ) : 8 = 2. 21 (m, 2 
H), 2. 30 (s, 3H) , 3. 69 (t, 2 H ) , 
4. 21 (t, 2H) , 6. 87 (t, 2H) ,7.2 

9 (t, 1H) 

[0 128] 2- (3-?on7Wy) -6-y<^ 
)V~ V uKy^y 10. 0g (43. 54 mm ol) CO 
N, N-y/^*;kAT5 K (60ml) jgjfcfc, ft 
K^?y7A6. 82g (49. 3 5mmo 1 ) tSitf 1 

- (2-*b^yyx.~/i) t^yys. 36g (4 

3. 4 8mmo 1 ) 1 0 0 °C"C 5 KrfsHff L 

^T-tttfj ufc«i*&*?ft» l , */«@s+ h y^-e 



«»a*8*!E£8f*Lfc . y'J* o?b /^ 
3M- C73-y;kC-3 0 0 : 20 Og, iMSt : ^ 
?y-;k/?nu*/kA ( 1/5 0 0-1/5 0) ) K 
TffSU 2- [3- {4- (2-^l-^y7xX/y) 

y-tfys. 4 g£#£„ 

1 H NMR(CDC1 3 ) : 5 = 1. 9 8 (m, 2 
H) , 2. 30(3, 3H) , 2. 55 (t, 2H) , 
2.65 (bs, 4H) ,3. 09 (bs, 4H) , 
3. 86 (s, 3H),4. 13 (t, 2H), 6. 8 
2-7. 00 (m, 6H) , 7. 27 (m, 1H) 

[0 129] 2-[3-{4-(2-^b^fy7x- 

n<y-tf>8 . 4 g ( 2 1 . 7 9 mm o 1 ) \ZA V7°n 
WA'3-A'5 0mU*10. 5mKM7Cft7. 
5g(134mmol),ftl0. 7ml (12. 2m 
mo 1 ) r/jl/Jjl/Sii KH^SffL/.:. W-MfH'/ 

as -cfcsi u ftis# y ^ a e . 5 g/j<4 0 m 1 
iWBsx^som 1 zmttz, mmm^rmk. r 

JS*5SK7 h 'J ^ATSffl^«B«*i8teLfc. SS£-y 

y ^jr>^ P7 h/77-f-( "73-^0 -300: 

2 0 0g, »I:^^7-/l//7no*;U ( 1/2 

0 0-1/10) ) tTffgL, 2 - [3- {4 - (2 
-^bJfy7i^) -l-h°^7^7l/} 7n^y] 
-6-^f-;k7xy>-6. 4 9g*ftfc. 

1 H NMR(CDC1 3 ) : 5 = 2. 04 (m, 2 
H) , 2. 1 7 (s, 3H) , 2. 62 (t, 2H) , 
2. 69 (b s„ 4H) , 3. 11 (bs, 4H) , 
3.80(bs,2H),3.88(s,3H),4. 
06 (t, 2H) , 6. 6 3-6. 7 2 (m, 3H) , 
6. 8 5-7. 0 2 (m, 4H) 

[0130] mm 5 t ^«c077ST"^t^t7x y y 
(ID 

2- [3- {4- (2-7nn7i-)H 
y'/H 7°n*°^y] -e-jt+ArT—Vy 

2 - [3- {4 - (4-7nn7i-)H -l-tf<7 
/;K 7n^y] -6-^f-^rxyy 

2- {3- (4-7i-;t/-l-^7y;H 7W^r 
y} -6-^W-'J7 

[oi3i]»fifm mm&A) 

2- {3- (4-7i-;I/-l-h^7y-/H7n4t 
^y} -6-^W-yyO. 48g ( 1 . 4 7mm 

o i ) izmt*^yy3 om i ^na, 5— 6°ct^si 

Lfc. KHfX ( f- 'J7no/f/|/) 0 . 1 4 g ( 0 . 
4 7mmo 1 ) ^ffojDi, S^fcbUX^rS 
yo. 5g (4. 9 4mmo 1 ) Sri OX^TtTST 
Lst. 1 0-2 0°CT"lB#Wfa, 4- (4-^^71- 
-l-t-^^yVl/) 7xX/kX^/|/7*$y0. 3g 
(1. 4 6mmo 1 ) £-Jni_, ^ST 1^1 Jiff Lit. 
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HJ238£*3 0 m 1 T"2 0^#U mtisfcty*^ 

/77^ - (!73-y^C-3 0 0 : 7 0g. jMfK : 
^^7^/700*;^ ( 1/100-1/50) ) 
t Tff K L , $ £> tlPKx^/l^/ n -<^T9 V TSfefi 
LTN- {4 - (4-^-f^-l-e^5^» 7i- 
;W ^f-;^-N' - [2 - {3 - (4-7x-;P- 1- 

l^TO . 7 1 g£#fc. 

[0132] 1 H NMR ( DMSOd 6 ) : 1. 89 
(q, 2H) , 2. 16 (s, 3H) , 2. 19 (s, 
3H) , 2. 42 (m, 4H) , 2. 50 (rru 6 
H) , 3. 07 (rru 8H) ,4. 00 (t, 2H) , 
4. 17 (d, 2 H K 6 . 58 (t, 1H) . 6. 7 
7-6. 93 (rru 7H) . 7. 03 (t, 1H) , 
7. 1 4-7. 2 3 (rru 5H) 

[o 1 33] rnrnn (WBamA) 

2 - { 3 - ( 4 - 7i-* - 1 - t°^7 H-Jl ) 7 0 n,t° 
-6-^f/l/r-'JyO. 4 7 (1. 4 4mmo 
1 ) t,zmt*l~V>2 Om 1 SrJPx, 5-6°C£#£|lL 
3t„ RSt'X (h'J^nn^f;!/) 0. 14g (0. 4 
7mmo 1 ) *&Vf*MH* S^fchUxf-zPTSy 
0.47g(4.64mmol)£l OWR-TiTF 
L ■£ . 1 0 - 2 0 "CT" 1 H'tlHimri f ; c . 4 - ( 2 - 1 ■ i J > 
;Mf/W^) 7x-/Mf/P7SyO. 31g 
( 1 . 4 5mmo 1 ) ZMl, mgfCl NfBHWF Lfc. 

Tffcli LiS«SiS*L^ o vlM 77^ n 

7b^77^ (73-^C-3 0 0 : 7 0g, fm 
i:^77-//?00*/l/i, ( 1/1 00-1/5 
0) ) ICTWKU SfeKSBx^-CHttfttTN- 
{4- (2-t U VfrX+frtti/) 7i-;W ^f-jP 
-N' - [2 - { 3 - (4-7i-^- 
A-) 7t3^y) -6-^f^7x-/H 71^/0. 6 



6 g£f#£, 

[0 134] 1 H NMR (CDC1 3 ) : 5=1. 9 
6 6(m, 2H), 2. 27 (s, 3H) , 2. 5 2- 
2. 6 1 (rru 6H) . 3. 1 9 (nu 4H) , 4. 0 
2 (t„ 2H) .4. 35 (d, 2H) , 4. 74 

(t. 1H) » 5. 17(s, 2H) , 5. 82 (s. 
1H), 6. 7 6 — 6. 93 (m, 7H/ 7. 0 8 — 
7. 28 (rru 6H) , 7 . 5 0 ( d, 1 H ) , 7 . 6 
8 (rru 1 H) . 8. 58 (rru 1H) 

[0135] mm\3 

n- {4- (2-tyy>i'*f-rt'3j-3fS/) 7i-;n * 

f-^-N' - [2- { 3- (4-7i-/P- 1 
^'-^) -6-^fiP7x-;H 71^7 

0 . 3 g ( 0 . 53mmol)S7-feh^50mlti 
JBS-fcL 4 NJgfM<£lft[$x-J-rt. *Wrf$£ 0 . 3ml 

( 1 . 2m mo 1 ) &jD^ISiSt"2^rBlWm, flftfJL 
^Sf H * r JS L . T-fe h 6 0 °CT"«J±^S 

U N- {4- 7x- 
)V \ ^f-zP-N' - [2- {3 - (4-7i-^-l- 
t^^j;-^) rn^^l -6-^f/l-7x-M *? 

[0136] 1 H NMR (DMSOd 5 ) : 8 = 2. 

1 7 (rru 5H) ,3. 12 (m, 4H) ,3.42 
(rru 2H) , 4. 0 2-4. 2 2 (rru 9 HK 5. 

34 (s s 2H) s 6. 79-6. 85 (rru 3 H ) „ 

6. 96-7. 07 (rru 5H) , 7. 22-7. 28 
(rru 5H) , 7. 65(m:2H), 7. 8 1 (nu 

1H) . 8. 22 (nu 1H) , 8. 85 (d, 1 

H) , 10. 84 (bs, 1H) 

mm 1 - 3 t ^]«cD?ji£T\ H - 2 tSrfHifiWfc^ 

!»4~4 2£-&j£U:. 

[0 137] 
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[0147] miM 1 : b bffJlS«i*WH e P G 
2««ACATffiWvStt 

ilSL^o ACATcOvStt^iJgiib hffS'JS«S* 
<?) H e P G 2 « £MV xfc . ^Iffl3a^tg#ffi*^JfeltS 

flUrj i/Xfn-/W U x- £ 1 1 J: 

ACAT&Pl^-rS*HBHco^ ao ^ tt 

h£jjScfi£St=LT. #ift8 ( At M ) c^M^n^ 



[0148] HdPJ 2 : imft,-? 9n7 r — >'<?') A C A 
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V x t o -/kt U x- b <vm £ Mfet & z. t iz i r, 



« ^ i * wm&m 5 ( ra^ \ l t 

»t^<7») ^Sft£TIEfi3^ 
-To 
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(51) Int. CI. 6 

A 6 1 K 31/505 
31/535 

C 0 7 D 213/30 
213/71 
213/74 
231/12 
233/61 
233/84 
239/42 
249/03 



AD N 
AED 



F I 

A6 1K 31/505 
31/535 

C 0 7 D 213/30 
213/71 
213/74 
231/12 
233/61 
233/84 
239/42 
249/08 



AD N 
AED 
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277/36 
295/12 



277/36 
295/12 



307/64 
333/34 
401/12 



2 1 1 

2 3 1 

2 3 3 

2 3 9 

2 3 1 

2 3 3 



307/64 
333/34 
401/12 



2 1 1 
2 3 1 
233 
2 3 9 
2 3 1 
233 
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